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Claims : 

1. \ 1 , 3-dioxolo/4 , 5-h//2 , 3/ben2odiazepine 
derivativ\ of the formula I 





wherein 

A represents a hydrogen atom,\ 

B means a hydrogen atom, 

^ stands for a group of the foi?^ula 

-(CH2)j^-CO-(CH2)j^-R/ wherein 

R represents a halo atom, a pyVidyl group 

\3 4 . 
or a group of the formula -NRVR , wherein 

and r"^ mean, independently ,\ a hydrogen 

atom, a €3^5 cycloalkyl groub, a 

C^_^ alkoxy group, an amino gVoup, 

a phenyl group optionally substituted 

by one or two Cj^^^ alkyl group ( is ) , 

a Ci_4 al^yl group which latter 



PCT/HU98/0G076 



-103- 



Optionally substituted by a phenyl 
g^oup or a saturated heterocyclic 
group having 5 or 6 members and 
comprising 1 to 3 nitrogen atom(s) 
or aViitrogen atom and an oxygen 
atom c^s the heteroatom, and said 
heterocVclic group is optionally 
substituted by a phenyl group which 
latter isXoptionally substituted 
by 1 to 3 aubstituent ( s ) , wherein 
the substitilent consists of a 

alkoxy group \ or 

4 \ 
and R form, wdth the adjacent 

nitrogen atom and optionally with 

a further nitrogen atom or an 

oxygen atom, a saturated or 

unsaturated heterocyclic group having 

5 or 6 members, being optionally 

substituted by a phenyl group that 

is optionally substituted by 1 to 

3 substituents , wherein the 

substituent is a C^_^ aVkoxy group, 

has a value of O, 1 or 2V 

has a value of O, 1 or 2,\or 

forms together with B a valence \)ond 

between the carbon atoms in posimons 

8 and 9 , and in this case \ 

represents a group of the formula \ 

-CO- ( ) p-R , wherein \ 

stands for a halo atom, a phenoxy 

roup or 

formula -NR ' R^ , wherein 



n 
m 



a Cn . alkoxy group or a group of 



froup , 
le 
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Nand R mean, independently, a hydrogen 
a*tom, a guanyl group, a ^^-6 ^y^^^" 
alVyl group or a Cj^_^ alkyl group 
whicsh latter is optionally substituted 
by aXphenyl group or a saturated 
heterotryclic group having 5 or 6 
members\and comprising one or more 
ni£rogen\atom( s ) or a nitrogen and 
an oxygenVatom as the heteroatom, 
wherein tha phenyl group is optionally 
subs ti tuted\by 1 to 3 identical or 
different suosti tuent ( s ) , wherein 
the substituen^ is a Cj^_^ alkbxy 

group, or \ 

8 \ 
and R form together with the adjacent 

nitrogen atom an oxopyrrolidihyl 

group, a phthalimiSo group which 

latter is optionally substituted, 

or a saturated heterocyclic group 

having 5 or 6 membersXand comprising 

one or more nitrogen a\om(s) or a 

nitrogen and an oxygen atom as the 

heteroatom, and said heterocyclic 

group is optionally subst:Ktuted 

by 1 to 3 identical or difinerent 

substituent ( s ) selected f rorrk the 

group consisting of a hydroxys group , 

a phenyl group, a phenoxy groiro, 

a phenyl (C-j^^^ alkyl) group or A 

phenoxy (C-j^ ^ alkyl) group, wherein 

in case of the substituents listed 

the phenyl or phenoxy group is \ 
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\ optionally substituted by 1 to 3 
\ identical or different substituent ( s ) , 
\ wherein- the substituent is a halo 
\tom or a Cj^_^ alkoxy group, and, 
iX case of the phenoxy(C^_^ allcyl ) 
group, the alkyl group is optionally 
substiituted by 1 or 2 hydroxy 
groups s ) , 

^p has a val^e of O, 1 or 2, 

? \ 
R stands for a nitro group, an ammo group 

or a alkanoyl ) amino group, 

and pharmaceutical!^y suitable acid addition 
salts thereof. \ 

2. A 1 , 3-dioxolo\/4 , 5-h//2 , 3/ben2odiazepine 
derivative as claimed Vn Claim 1, wherein 
A represents a hydrogeV atom, 
B means a hydrogen atomX 
R''' stands for a group of Vhe formula 

-(CH-.) -CO- (CH^ )_-R, whferein 
2 n 4i m \ 

R represents a chloro aVom, a pyridyl 

V 3 4 

group or a group of the formula -NR R , 

wherein \ 

and R^ mean, independent W , a hydrogen 

atom, a cyclopropyl groupX a alkoxy 

group, an amino group, a phenyl group 

optionally substituted by on^e or two 

methyl group(s) or a Cj^_^ alk^yl group 

which latter is optionally substituted 

by a phenyl group or a saturated 

heterocyclic group .having 5 or 6\ members 

and comprising 1 to 3 nitrogen atVm(s) 

or a nitrogen atom and an oxygen aiiom 
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\ as the heteroatom, and the heterocyclic 
\group is optionally substituted by a 
\henyl group which latter is optionally 
s\k>stituted by 1 to 3 methoxy groups, 
or >s^^ 

R*^ and form, with the adjacent 

nitrogten atom and optionally with a 

' f urtherXnitrogen atom or an oxygen atom, 

a saturated or unsaturated heterocyclic 

group haviNig 5 or 6 members, being 

optionally Substituted by a phenyl group 

that is optionally substituted by 1 

to 3 methoxy gsroups , n has a value of 

O, 1 or 2, \ 

m has a value of 0,\l or 2, 

R^ stands for a nitro givoup or an amino group, 

and pharmaceutically suitable acid addition 

salts thereof . \ 

3. A l,3-dioxolo/4,5-hA/2,3/benzodiazepine 

derivative as claimed in Claxto 2, wherein 
R'' and R^ represent, independet^tly , a hydrogen 
atom, a cyclopropyl group, aNmethoxy group, 
an amino group, a dimethylamiriSDpheny 1 group 
or a C-|^_2 alkyl group which latter is 
substituted by a phenyl, morpholirio or 
piperazinyl group, wherein the piperazinyl 
group is substituted by a methoxypl^enyl 
group, or \ 
R"^ and R^ form, together with the adjacen^ 
nitrogen atom and optionally a further \ 
nitrogen atom or oxygen atom, an imidazo\yl, 
morpholino or piperazinyl group, wherein 
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yi 



4= 



the piperazinyl group is substituted by 
a methoxyphenyl group, 
has a value of O or 1, 
as a value of O or 1, 
stands for a nitro group or an amino group, 
represents a hydrogen atom, 
B meansXa hydrogen atom, 

and pharmaSreutically suitable acid addition 
salts thereqf. 

4. A 1, 3\-dioxolo/4, 5-h//2, 3/benzodiazepine 
laimed in Claim 3, wherein 

represents aNhydrogen atom, 

stands for a c\clopropyl group, a methoxy 
group or an amino group, 
has a value of OS 
has a value of O, 
means an amino grouy, 
represents a hydroge^ atom, 
means a hydrogen atom; 
and pharmaceutically suitafi\le acid addition 
salts thereof. 

5. A 8-methyl-7H-l,3-dioVolo/4,5-h//2,3/- 
benzodiazepine derivative as claimed in Claim 
1, wherein in formula I 

A forms together with B a valeno^e bond 
between the carbon atoms in posNj.tions 
8 and 9, 

R"*" represents a group of the formula^ 
. -CO-(CH2 )p-R^/ ^wherein 

stands for a halo atom, a phenoxAg^roup , 



a C, . alkoxy group or a group of 
7 8 

formula -NR R , wherein 



the 
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\ 7 8 

\r and R mean, independently, a hydrogen 
\ atom, a guanyl group or a C^_^ alkyl 
\ group which latter is optionally 
Vubstituted by a phenyl group or 
a\morpholino group, wherein the phenyl 
group is optionally substituted by 
one \)r two C^_2 ^ilkoxy group(s), 
or \ 

r"^ and R^\form together with the adjacent 

nitrogens, atom an oxopyrrolidinyl 

group, a Vhthalimido group or a 

saturated Isieterocyclic group 

having 5 orXs members and comprising 

one or two nistrogen atom(s) or a 

nitrogen and an oxygen atom as the 

heteroatom, and\said heterocyclic 

group is optiona\ly substituted 

by 1 to 2 identical, or different 

substituent ( s ) selected from the 

group consisting df^ hydroxy group, 

a phenyl group, a pheiaoxy group, 

a phenyl (C^_^ alkyl) gVou.p. or a 

phenoxy (Cj__^^ alkyl) groV), wherein 

in case of the substituer\ts listed 

the phenyl or phenoxy group is 

optionally substituted by aV halo 

atom or a C-j^^^ alkoxy group ,\ 

p has a value of O, 1 or 2, \ 

R^ stands for a nitro group or an aminoXgroup, 

and pharmaceutically suitable acid addition 

salts thereof. 

6.. A 8-methyl-7H-l , 3-dioxolo/4 , 5-h//2,\3/- 
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/ 



benzodiazepine derivative as claimed in Claim 
5, w^herein 

A fotms together with B a valence bond 
bet\een the carbon atoms in positions 

8 and. 9, 
2 \ 

R represents a nitro group or an amino group, 

R"*" stands ror a group of the formula 

\ 6 ^ . 
V -CO-CCH^A-R / wherein 

means a\:hloro atom, a phenoxy group, 

\ 7 8 

or a group of the formula -NR R , wherein 



8 



and r"^ 5^epresent, independently, 
a hydroge^ atom, a guamyl group or 

1 group optionally 
substitutedXby a phenyl group, a 
dimethoxyphenyl group or a morpholino 
group, or 

r"^ and R^ form wit^ the adjacent nitrogen 
atom an oxopyrroYidinyl group, a 
phthalimido groupVor a saturated 
heterocyclic group \having 5 or 6 
members and comprising one or two 
nitrogen atom(s) or A nitrogen and 
an oxygen atom as the iieteroatom, 
and said heterocyclic gVoup is 
optionally substituted b^c one or 
tv;o identical or differeni 
substituent { s ) selected fr<^ the 
group consisting , of a hydro-^ group, 
a methoxyphenyl group, a fludtophenyl 
group, a benzyl group or a (merhoxy- 
phenoxy ) - ( hydroxypropy 1 ) group , 
p has a value of O, 1 or 2, 
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pharmaceutically" suitable acid addition 
salts thereof . 

\ 7. A 8-methyl-7H-l,3-dioxolo/4,5-h//2,3/- 
benzodiazepine derivative as claimed in Claim 

6 f wheisein 
2 \ 

R represents an amino group, 

R"*", A andXs are as defined in Claim 6, 

and pharmaceutically suitable acid addition 

salts thereof, 

8. A proO^ss for the preparation of a 

1 , 3-dioxolo/4 , Svh//2 , 3 /benzodiazepine 

\ 1 
derivative of th^ formula I, wherein R and 

R are as defined \i.n Claim 1, and 

pharmaceutically suitable acid addition salts 

thereof, characterized in that 

a) for the preparvation of a compound 

of the formula I, wherein R""" represents a 

group of the formula - ( ^ n~^*^~ ^ ^^2 ^ m""^' 
wherein R stands for a halo atom or a pyridyl 

group', n has a value of O, \ or 2, m has a 

2 \ 

value of O, 1 or 2, R means\a nitro group, 
A and B represent a hydrogen astom, the 
7 , 8-dihydro-8-methyl-5- ( 4-ni trc^Ohenyl ) -9H- 
-1, 3-dioxolo/4, 5-h//2, 3/benzodiaXepine of 
the formula III \ 



wo 99/07708 



PCT/HU98/00076 



-111- 




is reacted with a reage\t of the formula VI 



wherein Y represents a leaving grou) 
a halo atom or a pyridyl group; or 

b) for the preparation of a compoi^nd 
of the formula I, wherein R"*" represents 
group of the formula - ( ) ^-CO- ( 
wherein R stands for an imidazolyl group, 
n has a value of O, m has a value of 0, R' 
means a nitro group, A and B represent a 
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lydrogen atom, the 7 , 8-dihydro-8-methyl-5- 
(\_nitrophenyl) -9H-1, 3-dioxolo/4 , 5-h/ /2, 3/- 
beivzodiazepine of the formula III is reacted 
withv , 1 ' -carbony Idiimidazole ; or 

for the preparation of a compound 
of the ^rmula I, wherein ^ represents a 
group of \he formula - ( ) j^-CO- ( CH^ ) ^^-R f 
wherein R stands for a group of the formula 

, n and m are as defined 



-NR'^r'^, where 



„3 
.n R , 



in connection \ith formula I, R means a nitro 
group, A and B represent a hydrogen atom, 
the 7 , 8-dihydro-8\methyl-5- ( 4-nitropheny 1 ) - 
-9H-1, 3-dioxolo/ 4, SVh// 2, 3 /benzodiazepine 
of the formula III i\ reacted with a reagent 
of the formula VI, wh^ein Y and represent, 
independently, a leavin^^ group, n and m are 
as stated above, and the\obtained 
benzodiazepine derivative Vf the formula IV 




N (CHj), 



1 



IV 
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/herein X stands for a leaving group, n and 
mx^re as stated above, is reacted with an 
amx!\e of the formula VII 



/ 



NH— R- 



VII 



en 



3 V 4 

wherein R a.nd R are as stated above; or 

d) for uhe preparation of a compound 

of the formula\l, wherein stands for a 

group of the formula -CO-(CH^) -R^, wherein 

6 \ 2 p ' 

R represents a hado atom, a phenoxy group 

or a C^_^ alkoxy gir^up, p has a value of O, 

1 or 2, A forms together with B a valence 

2 \ 
bond, R means a nitroXgroup, the S-methyl- 

-5- ( 4-nitrophenyl ) -9H-l>3-dioxolo/4 , 5-h//2 , 3/- 

benzodiazepine of the formula II 




II 
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reacted with an acylating agent of the 
foJsiTiula IX 




(CH,)p — X 



/ 



IX 



- s= 

s = : 



wherein Y represents a leaving group, X' stands 
for a halo atom, \ phenoxy group or a Cj^_^ 
alkoxy group, p hass^ a value of O, 1 or 2 ; 
or 

e) for the prepa^tion of a compound 
of the formula I, wherein R""" stands for a 

group of the formula -Co\{CH^) -R^, wherein 

6 \ ^ 7 8 

R represents a group of tlae formula -NR R , 

7 8 \ 
wherein R , R and p are asNdefined in 

connection with the formula l\ A forms together 

2 \ 

with B a valence bond, R meank a nitro group, 
the 8-methyl-5- ( 4-nitrophenyl ) -9«-l , 3-dioxolo- 
/4 , 5-h//2 , 3/benzodiazepine of theXformula 
II is reacted with an acylating ag^t of the 
formula IX, wherein each of Y and X ' > 
represents, independently, a leaving ^roupj 
p is as stated above, and the obtainedx^cylated 
compound of the formula VIII 
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/ \ 



NO, 



VIII 



wherein X' and p areXas defined above, 
reacted with an amine 



>f the formula HNr'^R®, 



7 8 \ 

wherein R and R are a>6 stated above; 

and, if desired, anXobtained compound 

\ 2 

of the formula I, wherein \R represents a 



nitro group, 



A and B aire as defined in 



connection with the formula 



is transformed 



into a compound of the formula. I, wherein 



stands for an amino group j 



reduction; 



and, if desired, an obtaine^d compound 

2 \ 

of the formula I, wherein R represents an 
amino group, R^ , A and B are as defdned in 
connection with the formula I, is reacted 

reactive 

acylating derivative thereof; 

and, if desired, an obtained base 
the formula I is converted to a 
pharmaceutically suitable acid addition sa^t 
or liberated from the acid addition salt. 
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9. A pharmaceutical composition comprising 
a\l , 3-dioxolo/4 , 5-h//2, 3 /benzodiazepine 
dervivative of the formula I 





wherein 



represents a hydrogen atc^m, 

means a hydrogen atom, 

stands for a group of the fi^ormula 

-(CH.) -CO-(CH-^) -R, whereii 
2 n 2 m 



R represents a halo atom, a 
or a group of the formula 



3 4 
R and R mean, independently. 



idyl group 

wherein 
a hydrogen 
atom, a g cycloalkyl grfeup, a 
^1-4 ^■'^^^^^y group, an aminoVgroup, 
a phenyl group optionally sufi(stituted 
by one or two C-j^_^ alkyl group*^(s), 
alkyl group which lattea 
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o 



optionally substituted by a phenyl 
group or a saturated heterocyclic 
\group having 5 or 6 members and 
domprising 1 to 3 nitrogen atom(s) 
or\a nitrogen atom and an oxygen 
ato\ as the heteroatom, and said 
heterocyclic group is optionally 
substiStuted by a phenyl group which 
latter \s optionally substituted 
by 1 to \ substituent ( s ) , wherein 
the substVtuent consists of a 
alkoxy gro\ip, or 
and form\ with the adjacent 
nitrogen atof& and optionally with 
a further ni tVog^en^a^^m^^^^^^^^ 
oxygen atom, aXsaturated or 
unsaturated heterocyclic group having 
5 or 6 members, Bieing optionally 
substituted by a ^enyl group that 
is optionally substsdtuted by 1 to 
3 substituents, wher\ein the 
substituent is a C^^\ alkoxy group, 
has a value of O, 1 cry 2 , 
has a value of O, 1 or\2, or 
forms together with B a valen6^e bond 
between the carbon atoms in positions 
8 and 9, and in this case \ 
represents a group of the formul^ 
-C0-{CH2)p-R^/ wherein \ 

Stands for a halo atom, a phenoxV group, 
a . alkoxy group or a group/ofXthe 

7 8 • .\ ' 

formula -NR R , wherein _ :\ -. . 



n 
m 
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g 

and R mean, independently, a hydrogen 
atom, a guanyl group, a ^^-S cyclo- 
Llkyl group or a ^ alkyl group 
wrtsich latter is optionally substituted 
by V phenyl group or a saturated 
hetervpcyclic group having 5 or 6 
member^ and comprising one or more 
ni troger^ atom( s ) or a nitrogen and 
an oxygen^ atom as the heteroatom, 
wherein tnfe phenyl group is optionally 
substitutedXby 1 to 3 identical or 
different suasti tuent ( s ) , wherein 
the substituenyt is a C-j^^^ alkoxy 
group, or 

and R form toge'ther with the adjacent 
nitrogen atom an Wopyrrolidinyl 
group, a phthalimioo group which 
latter is optionallyL substituted , 
or a saturated heterocyclic group 
having 5 or 5 members ^nd comprising 
one or more nitrogen at>Dm(s) or a 
nitrogen and an oxygen atom as the 
heteroatom, and said heterocyclic 
group is optionally substimited 
by 1 to 3 identical or different 
substituent ( s ) selected from Vhe 
group consisting of a hydroxy Vroup, 
a phenyl group, a phenoxy group^ 
a phenyl (C^_^ alkyl) group or a 
phenoxy (Cj^ ^ alkyl) group, whereii 
in case of the substituents listed 
the phenyl or phenoxy group is 
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optionally substituted by 1 to 3 

identical or different substituent ( s ) , 

wherein the substituent is a halo 

atom or a alkoxy group, and, 

vin case of the phenoxy ( C^^^^ alkyl) 

roup, the alkyl group is optionally 

sufii^stituted by 1 or 2 hydroxy 

gr6iito(s), 

p has a vaJUie of O, 1 or 2, 

stands for a \iitro group, an amino group 

or a alkVnoyl ) amino group, 

or a pharmaceuticaJSly suitable acid addition 

salt thereof as the Vctive ingredient and 

one or more conventional carrier (s). 

lO. A pharmaceutical composition as 

claimed in Claim 9 comprising a 1,3-dioxolo- 

/4 , 5-h//2 , 3/benzodiazepin\ derivative of the 

formula I, wherein 

A represents a hydrogen ate 

B means a hydrogen atom, 

R''" stands for a group of the f)Drmula 

-(CH2)^-CO-{CH2)jj^-R, wherein^ 

R represents a chloro atom, ^ pyridyl 

\ 3 4 

group or a group of the formula\-NR R , 
wherein 

A \ 

drogen 

atom, a cyclopropyl group, a Cj^V alkoxy 
group, an amino group, a phenyl gtoup 
optionally substituted by one or two 
methyl group(s) or a C-j^_^ alkyl groiSm 
which latter is optionally substitute 
by a phenyl group or a saturated 
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heterocyclic group having 5 or 6 members 
and comprising 1 to 3 nitrogen atom(s) 
^r a nitrogen atom and an oxygen atom 
aS\^the heteroatom, and the heterocyclic 
groxap is optionally substituted by a 
phenyd group which latter is optionally 
substituted by 1 to 3 methoxy groups, 
or 

R"^ and RAform, with the adjacent 
nitrogen aopm and optionally with a 
further nitrogen atom or an oxygen atom, 
a saturated o\ unsaturated heterocyclic 
group having 5V)r 6 members, being 
optionally substituted by a phenyl group 
that is optionallV substituted by 1 
to 3 methoxy groups\ n has a value of 
O, 1 or 2, 
m has a value of O, 1 or ^ , 
R^ stands for a nitro group or an amino group, 
or a pharmaceutically suitableXacid addition 
salt thereof as the active ingredient. 

11, A pharmaceutical composition as 
claimed in Claim lO comprising a l\3-dioxolo- 
/4 , 5-h//2 , 3/benzodiazepine derivative of the 
formula I, wherein 

R"^ and R^ represent, independently, a "bydrogen 
atom, a cyclopropyl group, a methoxy \group , 
an amino group, a dimethylaminophenyl >^roup 
or a C-j^ 2 ^l^Y^ group which latter is 
substituted by a phenyl, morpholino or 
piperazinyl group, wherein the piperazinyry 
group is substituted by a methoxyphenyl 
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in 



group, or 

vand form/ together with the adjacent 
n\trogen atom and optionally a further 
nitSrogen atom or oxygen atom, an imidazolyl, 
morpftolino or piperazinyl group, wherein 
the piWrazinyl group is substituted by 
a metho}CVphenyl group, 
•n has a valube of O or 1, 
m has a value\pf O or 1, 

stands for aNiitro group or an amino group, 
A represents a hydrogen atom, 
B means a hydrogenv atom , 

or a pharmaceuticallV suitable acid addition 
salt thereof as the adtive ingredient. 

12. A pharmaceutical composition as 
claimed in Claim 11 comprising a 1,3-dioxolo- 
/4 , 5-h//2 , 3/benzodiazepine\derivative of the 
formula I, wherein 
R'^ represents a hydrogen atom"*) 

R^ stands for a cyclopropyl gr6^p, a methoxy 

group or an amino group, 

n has a value of O, 

m has a value of O, 
2 

R means an ammo group, 
A represents a hydrogen atom, 
B means a hydrogen atom, 

or a pharmaceutically suitable acid addi'^ion 
salt thereof as the active ingredient. 

13. A pharmaceutical composition as 
claimed in Claim 9 comprising an 8-methyl- 
-7H-1, 3-dioxolo/4 , 5-h//2 , 3 /benzodiazepine 
derivative of the formula I, wherein 
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forms together with B a valence bond 
betwfeen the carbon atoms in positions 
8 and\9 , 

represents' a group of the formula 
-C0-(CH2S^^^ -R^/ wherein 

stands\for a halo atom, a phenoxy group, 

a C, . aNlkoxy group or a group of the 
V 7 8 

formula -^^R R , wherein 

R*^ and R^ \ean, independently, a hydrogen 
atom, a gsuanyl group or a C^_^ alkyl 
group which latter is optionally 
substitutedX by a phenyl group or 
a morpholinoVrroup, wherein the phenyl 
group is optionally substituted by 
one or two C-j^ Aalkoxy group{s), 
or \ 

r"^ and R® form together with the adjacent 
nitrogen atom an oxopyrrolidiny 1 
group, a phthalimido group or a 
saturated heterocyclivc group 
having 5 or 6 membersNand comprising 
one or two nitrogen atom(s) or a 
nitrogen and an oxygen atom as the 
heteroatom, and said heterocyclic 
group is optionally substAfcuted 
by 1 to 2 identical or different 
substituent ( s ) selected fronk the 
group consisting of a hydroxyy group , 
a phenyl group, a phenoxy group, 
a phenyl (C^_^ alkyl) group or 3V 
phenoxy (Cj^_^ alkyl) group, wher^n 
in case of the substituents listed 
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/ 



5 



the phenyl or phenoxy group is 
optionally substituted by a halo 
vatom or a Cj,_^ alkoxy group. 



has 



value of O, 1 or 2, 



stands fior a nitro group or an amino group, 
or a pharmaceutically suitable acid addition 
salt thereof as. the active ingredient. 

14. A pharrmceutical composition as 
claimed in Claim \3 comprising an 8-methyl- 
-7H-1, 3-dioxolo/4, 9srh//2, 3/ben2odiazepine 
derivative of the foVmula I, wherein 
A forms together witK B a valence bond 
between the carbon a^oms in positions 
8 and 9, 

2 

R represents a nitro groiip or an ammo group, 
R"'" stands for a group of tlrf formula 
-CO-(CH^) -R^, wherein 

R means a chloro atom, a Mienoxy group, 

\ 7 8 

or a group of the formula. -NR R , wherein 

7 8 \ 

R and. R represent, indep>endently , 

a hydrogen atom, a guamy\ group or 
a C-j^ 2 ^l^y^ group optionVLly 
substituted by a phenyl gri&up, a 
dimethoxyphenyl group or a i\orpholino 
group, or 

r"^ and R® form with the adjacent ^li^^rogen 
atom an oxopyrrolidinyl group, 
phthalimido group or a saturated^ 
heterocyclic group having 5 or 6 
members and comprising one or two 
nitrogen atom(s) or a nitrogen and 
an oxygen atom as the heteroatom. 
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\ and said heterocyclic group is 
\ optionally substituted by one or 
\ two identical or different 
\ubstituent(s) selected from the 
grWp consisting of a hydroxy group, 
a md^hoxy phenyl group, a fluorophenyl 
group\ a benzyl group or a (methoxy- 
phenoxyNt^^^-Chydroxypropyl) group, 
p has a value of O, 1 or 2, 
or a pharniaceuticarw suitable acid addition 
salt thereof as the a^rtive ingredient. 

15. A pharmaceutical composition as 
claimed in Claim 14 comprising an 8-methyl- 
-7H-1, 3-dioxolo/4,5-h//2,\/benzodiazepine 

derivative of the formula wherein 

P \ 
R represents an amino groupV 

R-*-., A and B are as defined inVlaim 6, 

or a pharmaceutically suitable \cid addition 

salt thereof as the active ingredient. 

16. A method of treatment in Vhich a 
patient suffering especially from eWlepsy 
or a neurodegenerative disease or beisng in 
a state after stroke is treated with ^non- 
-toxic dose of a 1 , 3-dioxolo/ 4 , 5-h/ / 2 , 3Xbenzo- 
diazepine derivative of the formula I \ 
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wherein 

A represents a hydrogen \l torn, 

B means a hydrogen atom, 

R''" stands for a group of th\^ formula 

-(CH.) -CO-(CH^)^-R, whereM.n 
2 n z m , . \ 

R represents a halo atom, \ pyridyl group 

\ 3 4 

or a group of the formula V-NR R , wherein 
R'^ and mean, independently, a hydrogen 
atom, a cycloalkyl g^oup, a 

C^_^ alkoxy group, an aminos, group, 
a phenyl group optionally sulsstituted 
by one or two C^^^ alkyl groupvfs), 
a Cj^^^ alkyl group which latter\is 
optionally substituted by a phen^ 
group or a saturated heterocyclic 
group having 5 or 6 members and 
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01 



^comprising 1 to 3 nitrogen atom(s) 

a nitrogen atom and an oxygen 
a^m as the heteroatom, and said 
he^serocyclic group is optionally 
subsstituted by a phenyl group which 
latteV is optionally substituted 
by 1 to 3 substituent ( s ) , wherein 
the subatituent consists of a C, 



'1-4 



alkoxy g: 
4 



\pup, or 

, with the adjacent 



and R fo: 

nitrogen at>om and optionally with 

a further nitrogen atom or an 

oxygen atom, saturated or 

unsaturated hekerocyclic group having 

5 or 6 members , \being optionally 

substituted by a\phenyl group that 

is optionally substituted by 1 to 

3 substi tuents , wherein the 

substituent is a \ alkoxy group, 

n has a value of O, 1 oV 2, 

m has a value of O, 1 or\2, or 

A forms together with B a valence. bond 

between the carbon atoms in positions 

8 and 9, and in this case 

represents a group of the formul< 

. -CO-(CH-.) -R^, wherein 
6 2 p ' 

R stands for a halo atom, a phenoity group, 

a C, _^ alkoxy group or a group o^ the 
7 8 

formula -NR R , wherein 
7 8 

R and R mean, independently, a hy^ftrogen 
atom, a guanyl group, a ^^-6 
alkyl group or a ^ alkyl group 
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lich latter is optionally substituted 
by\a phenyl group or a saturated 
heterocyclic group having 5 or 6 
members and comprising one or more 
nitrogen atom(s) or a nitrogen and 
an oxyaen atom as the heteroatom, 
whereinXthe phenyl group is optionally 
su&stituned by 1 to 3 identical or 
dif f erent \substituent ( s ) , wherein 
the substii 



lent is a Cj^_^ alkoxy 



group ) 



or 



8 



and form "together with the adjacent 
nitrogen atom Vn oxopyrrolidinyl 
group, a phthaxSimido group which 
latter is optioirally substituted, 
or a saturated heterocyclic group 
having 5. or 6 memlyers and comprising 
one or more nitrogen atom(s) or a 
nitrogen and an oxygen atom as the 
heteroatom, and said Vieterocyclic 
group is optionally siibstituted 
by 1 to 3 identical or Miff erent 
substituent ( s ) selected \from the 
group consisting of a hydr-oxy group, 
a phenyl group, a phenoxy \group, 
a phenyl (Cj^_^ alkyl) groupXor a 
phenoxy ( C2^_^ alkyl) group, ^herein 
in case of the substituents listed 
the phenyl or phenoxy group i^ 
. optionally substituted by 1 to\ 3 
identical or different subs titutent ( s ) , 
wherein the substituent is a hal? 
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alkoxy group, and, 



1-4 

in case of the phenoxy(C^_^ alkyl ) 
group, the alkyl group is optionally 
substituted by 1 or 2 hydroxy 
group ( s ) , 
p ha^ a value of O, 1 or 2, 
stands Vor a nitro group, an amino group 
' or a (cA^ alkanoyl ) amino group, 
or a pharmacautically suitable acid addition 
salt thereof. 

17, A proc^ess for preparing a 
pharmaceutical composition suitable for the 
treatment of espeiiially epilepsy, a neuro- 
degenerative disease or a state after stroke, 
characterized in tha^ a 1 , 3-dioxolo/4 , 5-h/- 
/2 , 3/benzodiazepine derivative of the formula 
' I 



CH. 

B 
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whesrein 

A remresents a hydrogen atom, 

B mea^^s a hydrogen atom, 

R"'" stands for a group of the formula 

- ( CH. )\-CO- ( CH^ ) -R , wherein 

2 n\ z m 

R represents a halo atom, a pyridyl group 

\ 3 4 

or a gr^up of the formula -NR R , wherein 

R"^ and R^ mean, independently, a hydrogen 

atom, k C2_g cycloalkyl group, a 

^ alkWy group, an amino group, 

a phenyl group optionally substituted 

by one or tWo alkyl group(s), 

a ^ alkylXgroup which latter is 

optionally substituted by a phenyl 

group or a saturated heterocyclic 

group having 5 oV 6 members and 

comprising 1 to 3\nitrogen atom{s) 

or a nitrogen atomxand an oxygen 

atom as the heteroatrom, and said 

heterocyclic group is\ optionally 

substituted by a phenyl, group which 

latter is optionally suEtstituted 

by 1 to 3 substituent( s ) X wherein 

the substituent consists oS£ a 

alkoxy group, or \ 

3 4 V 
R and R form, with the adjaceht 

nitrogen atom and optionally viith 

a further nitrogen atom or an \ 

oxygen atom, a saturated or \ 

unsaturated heterocyclic group having 

5 or 6 members, being optionally \ 

substituted by a phenyl group that \ 
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is optionally substituted by 1 to 
3 substituents, wherein the 
substituent is a C^_^ alkoxy group, 
n\ has a value of o, 1 or. 2, 
m \has a value of O, 1 or 2, or 
forms together with B a valence bond 
between the carbon atoms in positions 
8 and 9,'^d in this case 
represents Xgroup of the formula 

wherein 

R" stands f or \ halo atom, a phenoxy group, 
^ ^1-4 aikox\ group or a group of the 
formula -NR^r\ wherein 

7 g \ 

R and R mean,\independently, a hydrogen 

atom, a guanyk group, a C^_^ cyclo- 

alkyl group or\ C^_^ alkyl group 

which latter is )s>ptionally substituted 

by a phenyl groupXor a saturated. 

heterocyclic groupNhaving 5 or 6 

members and comprisihg one or more 

nitrogen atom(s) or aXnitrogen and 

an oxygen atom as the Xeteroatom, 

wherein the phenyl grouX is optionally 

substituted by 1 to 3 idd^tical or 

different substituent ( s ), Vherein 

the substituent is a C^_^ alkoxy 

group, or 
7 g 

J and R form together with theXadjacsnt 
nitrogen atom an oxopyrrolidin] 
group, a phthalimido group whicriv 
latter is optionally substituted,^ 
or a saturated heterocyclic group 
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having 5 or 6 member.s and comprising 
one or more nitrogen atcfn(s) or a 
litrogen and an oxygen atom as the 
n^teroatom, and said heterocyclic 
griDup is optionally substituted 
by \ to 3 identical or different 
substSLtuent(s) selected from the 
grdup csonsisting of a hydroxy group, 
a phenyl, group, a phenoxy group. 



a phenyl 



:l-4 



alkyl) group or a 



phenoxy ( C-A^ alkyl) group, wherein 

in case of \he substituents listed 

the phenyl oA phenoxy group is 

optionally subtetituted by 1 to 3 

identical or dijgferent substituent ( s ) , 

wherein the subsMtuent is a halo 

atom or a C^^^ al}coxy group, and, 

in case of the phenbxy{C,_^ alkyl) 

group, the alkyl gro\ip is optionally 

substituted by 1 or 2\hydroxy 

group( s ) , 

p has a value of O, 1 or 2 , 
2 \ 
R stands for a nitro group, an amdno group 

or a (Cj^_^ alkanoyl ) amino group ,N 

or a pharmaceutically suitable acid Addition 

salt thereof, together with one or moVe 

conventional carrier(s), is converted to a 

pharmaceutical composition- 




